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WE CLAIM: 




1 . The compounds of Formula I ; 



where : 



A is homopiperazine\ or a piperazine of formula: 
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10 (i) 

R is hydrogen, halo, trif luoiWiethyl or Ci-Cg alkyl; 
R 1 is hydrogen, halo, trif luor^methyl , phenyl, or C1-C5 
alkyl; 

r2, r3 # and R 4 are independent ly\ hydrogen, halo, 
15 dihalomethyl , trif luorome thy 1, 1 , 1-difYuoroethy-l-yl , cyano, 
C1-C4 alkoxy, C.1-C4 alkoxycarbonyl , Ci-Gs alkyl, -C(0)NHR^, 
or C^-Cg alkyl substituted with a substitaient selected from 
the group consisting of halo, C1-C4 alkoxy^ and hydroxy. 

R 5 , R 6 , R 7 , and R 8 are independently Hydrogen, Ci^Cs 
2 0 alkyl, phenyl, benzyl, hydroxymethyl , halomathyl, 
dihalomethyl , trihalomethyl , or benzyloxymetHyl ; 
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R 5 1 rs hydrogen or methyl, provided that R 5 ' may be 
methyl onlyWhen R 5 is other than hydrogen; or R 5 and R 5 ' , 
together withv the carbon atom to which they are attached, 
form a cyclopropyl moiety; 
5 R 6 ' is hydrogen or methyl, provided that R 6 ' may be 

methyl only when V 6 is other than hydrogen; or R 6 and R 6 ' , 
together with the Oarbon atom to which they are attached, 
form a cyclopropyl moiety ; 

R 7 1 is hydrogen Vr methyl, provided that R 7 ' may be 
10 methyl only when R 7 is\other than hydrogen; or R 7 and R 7 ' , 
together with the carbon, atom to which they are attached, 
form a cyclopropyl moiety 

R 8, is hydrogen or methyl, provided that R 8 ' may be 
methyl only when R 8 is oth^r than hydrogen; or R 8 and R 8 ' , 
15 together with the carbon atcto to which they are attached, 
form a cyclopropyl moiety; 

R 9 is Ci-Cg alkyl where tke alkyl chain is optionally 
substituted with a substituent selected from the group 
consisting of phenyl and pyridyl; 
20 or pharmaceutical^ acceptab\e acid addition salts, 

thereof subject to the following provisos 

a) when R 2 , r3, anc j R 4 are a A selected from the group 
consisting of hydrogen, trif luorometnyl , cyano, C1-C4 
alkoxy, or C±-C^ alkyl, neither R 6 noV R 7 may be selected 

25 from the group consisting of hydrogen W Ci-Cg alkyl 
unless : 

1. R is halo; 

2. Rl is halo or phenyl 
3 . R 6 ' or R 7 ' is methyl ; or 

30 4. R 5 or R 8 are other than hydrogen; 

b) when R, R 1 , and two of R 2 , R 3 , and R 4 are hydrogen 
and one of R 2 , R 3 , or R^ i s selected from the\ group 
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consisting of fluoro, chloro, bromo, methyl, or methoxy, at 
least one\of R 5 , R*>, R 7 , or must be other than hydrogen ; 

c) when Rl is bromo or R is methyl, at least one of 
r2, r3 # andNR^ must be other than hydrogen; and 

d) no more than two of R 5 , R 6 , R 7 , and R 8 may be other 
than hydrogen . 

2. A pharmaceutical formulation which comprises, in 
association with pharmaceutically acceptable carrier, 
diluent or excipieAt, a compound of Formula I: 



m 

13 



15 




where : 



A is homopiperazine or aXpiperazine of formula: 



_ 8 / N 



R is hydrogen, halo, trif luoromefthyl or Ci-Cs alkyl; 
20 R 1 is hydrogen, halo, trif luoromeVhyl , phenyl, or Ci-Cs 

alkyl; 

R 2 , R^, and R 4 are independently hydrogen, halo, 
dihalomethyl, trif luoromethyl , 1, 1-dif luoroethy-l-yl , cyano, 
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Ci-cV alkoxy, C1-C4 alkoxycarbonyl , C^-Cg alkyl, -C(0)NHR 9 , 
or Ci-^Cs alkyl substituted with a substituent selected from 
the groTW consisting of halo, C1-C4 alkoxy and hydroxy. 

r5,\r6 # * r7 / anc j r8 are independently hydrogen, C1-C5 
alkyl, phenyl, benzyl, hydroxymethyl , halomethyl, 
dihalomethyjL , trihalomethyl , or benzyloxymethyl ; 

• is hydrogen or methyl, provided that R^ ' may be 
methyl only when R 5 is other than hydrogen; or R 5 and R 5 ' , 
together with tVe carbon atom to which they are attached, 
form a cyclopropVl moiety; 

R*> ' is hydrogen or methyl, provided that ' may be 
methyl only when R^yis other than hydrogen; or R 6 and R^ ' , 
together with the carbon atom to which they are attached, 
form a cyclopropyl moiety; 

R 7 ' is hydrogen oV methyl, provided that R 7 ' may be 
methyl only when R 7 is G>ther than hydrogen; or R 7 and R 7 ' , 
together with the carbon\atom to which they are attached, 
form a cyclopropyl moiety ,V 

R** ' is hydrogen or methyl, provided that ' may be 
methyl only when R 8 is otheAthan hydrogen; or R 8 and R 8 ' , 
together with the carbon atomXto which they are attached, 
form a cyclopropyl moiety; \ 

R 9 is Ci-Cs alkyl where the, alkyl chain is optionally 
substituted with a substituent selected from the group 
consisting of phenyl and pyridyl; \ 

or pharmaceutically acceptable^ acid addition salts 
thereof subject to the following provisos: 

a) when R 2 , R^ , and R 4 are all\selected from the group 
consisting of hydrogen, trif luoromethyLL , cyano, C1-C4 
alkoxy, or C1-C4 alkyl, neither R 6 nor\R 7 may be selected 
from the group consisting of hydrogen and C^-Cg alkyl 
unless: \ 
1. R is halo; \ 
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b) whe: 
and one of R 2 



2 . R 1 is halo or phenyl 

R6' or R' is methyl; or 
r5 or R** are other than hydrogen; 
R, R 1 , and two of R 2 , R 3 , and R 4 are hydrogen 
R 3 , or R^ is selected from the group 
consisting of fluoro, chloro, bromo , methyl , or methoxy, at 
least one of R 5 ,\R 6 , R 7 , or R^ must be other than hydrogen; 

c) when R 1 As bromo or R is methyl, at* least one of 
R 2 , R 3 , and R 4 musa be other than hydrogen; and 

d) no more tha^i two of R^, r6, r7 f anc j r8 may be other 
than hydrogen. 
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3- A method for increasing activation of the 5-HT2C 
receptor in mammals, comprising administering to a mammal in 
need of such . activation a\pharmaceutically effective amount 
of a compound of Formula I 



E/5 E- 

i y 



R 3/ 



20 where: 

A is homopiperazine or a piperazine of formula; 
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\ (i) 
where : \ 

R isYhydrogen, halo, trif luoromethyl or Ci-Cg alkyl; 
R 1 is\hydrogen, halo, trif luoromethyl , phenyl, or C^-Cs 
alkyl; \ 

r2, R3 / \and R 4 are independently hydrogen, halo, 
dihalomethyl, \trif luoromethyl, 1, 1-dif luoroethy-l-yl , cyano, 
c l" c 4 alkoxy, Q1-C4 alkoxycarbonyl , C1-C5 alkyl, -C(0)NHR 9 , 
10 or Ci-Cs alkyl Substituted with a substituent selected from 
the group consisting of halo, C1-C4 alkoxy and hydroxy. 

R 5 , R 6 , R 7 , and R 8 are independently hydrogen, C1-C5 
alkyl, phenyl, benzol, hydroxymethyl , halomethyl, 
dihalomethyl, trihalomethyl , or benzyloxymethyl ; 
15 R 5 1 is hydrogen or methyl, provided that R 5 ' may be 

methyl only when R 5 isV>ther than hydrogen; or R 5 and R 5 ' , 
together with the carboiV atom to which they are attached, 
form a cyclopropyl moiety\ 

R 6 ' is hydrogen or meVhyl, provided that R 6 ' may be 
20 methyl only when R 6 is othe^: than hydrogen; or R*> and R^',. 
together with the carbon atony to which they are attached, 
form a cyclopropyl moiety; \ 

R 7 1 is hydrogen or methyl A provided that R 7 ' may be 
methyl only when R 7 is other them hydrogen; or R 7 and R 7 ' , 
25 together with the carbon atom to Which they are attached, 
form a cyclopropyl moiety; \ 

R 8 ' is hydrogen or methyl, provided that R 8 1 may be 
methyl only when R 8 is other than hydrogen; or R 8 and R 8 ' , 
together with the carbon atom to which, they are attached, 
30 form a cyclopropyl moiety; \ 

R 9 is Ci-Cs alkyl where the alkyl chain is optionally 
substituted with a substituent selected rtom the group 
consisting of phenyl and pyridyl; \ 
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oir pharmaceutically acceptable acid addition salts 
thereof \subject to . the following provisos: 

a) Vhen R 2 , R 3 , and R 4 are all selected from the group 
consisting\of hydrogen, trif luoromethyl , cyano, C1-C4 
alkoxy, or Ofl_-C4 alkyl, neither R 6 nor R 7 may be selected 

consisting of hydrogen and Ci-Cg alkyl 



from the gro 
unless : 



1 
2 
3 
4 



R\ 



b) 



,is halo; 
R^Xis halo or phenyl 
R 6 '\pr R 7 ' is methyl; or 
R 5 oA R 8 are other than hydrogen; 
when R, R!,\and two of R 2 , R 3 , and R 4 are hydrogen 
and one of R 2 , R 3 , or\R 4 is selected from the group 
consisting of fluoro, (chloro, bromo, methyl, or methoxy, at 
least one of R 5 , R 6 , R 7 \ or R 8 must be other than hydrogen ; 

c) when R 1 is bromA or R is methyl, at least one of 
R 2 / R 3 , and R 4 must be other than hydrogen; and 

d) no more than two o£ R 5 , R 6 , R 7 , and R 8 may be other 
than hydrogen. 



4 . A method for the treatment 
comprising administering to a 
treatment an effective amount of 



of obesity in mammals, 
1 in need of such 
compound of Formula I: 



25 




where : 
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homopiperazine or a piperazine of formula: 
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(i) 



lo, trif luoromethyl or Ci-Cs alkyl; 
lo, trif luoromethyl , phenyl, or C1-C5 



5 where: 

R is hydrogen, 
R 1 is hydrogen, 
alkyl ; 

r2, r 3 , and R 4 are independently hydrogen, halo, 
10 dihalomethyl , trif luoromeohyl , 1 , 1-dif luoroethy-l-yl , cyano, 

C1-C4 alkoxy, C1-C4 alkoxyoarbonyl , Ci-Cs alkyl, -C(0)NHR 9 , 

or C1-C5 alkyl substituted with a substituent selected from 

the group consisting of halo,\Ci-C4 alkoxy and hydroxy. 

R 5 , R 6 , R 7 , and R^ are independently hydrogen, C^-Cs 
15 alkyl, phenyl, benzyl, hydroxyme^thy 1 , halomethyl, 

dihalomethyl, trihalomethyl , or !3enzyloxymethyl ; 

R 5 ' is hydrogen or methyl, provided that ' may be 

methyl only when R 5 is other than hydrogen; or R 5 and R 5 ' , 

together with the carbon atom to whi\:h they are attached, 
20 form a cyclopropyl moiety; 

r6 ' is hydrogen or methyl, provid 

methyl only when R*> is other than hydro 

together with the carbon atom to which t 

form a cyclopropyl moiety; 
25 R 7 ' is hydrogen or methyl, provided t 

methyl only when R 7 is other than hydrogen; 

together with the carbon atom to which they 

form 'a cyclopropyl moiety; 



that R 6 % may be 
in ; or R^ and R*> 1 , 
r are attached, 



it R 7 ' may be 
>r R 7 and R 7 1 , 
-e attached, 
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R 8, \is hydrogen or methyl, provided that R 8 ' may be 
methyl onlV when R 8 is other than hydrogen; or R 8 and R 8 ' , 
together witvh the carbon atom to which they are attached, 
form a cyclopropyl moiety; 

R^ is Ci-g^r alkyl where the alkyl chain is optionally 
substituted withy a substituent selected from the group 
consisting of pheiayl and pyridyl; 

or pharmaceutically acceptable acid addition salts 
thereof subject to the following provisos: 

a) when R 2 , r3 A and R 4 are all selected from the group 
consisting of hydrogen\ trif luoromethyl , cyano, C1-C4 
alkoxy, or C1-C4 alkyl , Nneither R 6 nor R 7 may be selected 
from the group consisting^ of hydrogen and C^-Cg alkyl 
unless : 

1. R is halo; 

2. is halo or phenyl 

3. R 6 ' or R 7 ' is methyl; or 

4 . R 5 or R 8 are otheE than hydrogen ; 

b) when R, R^, and two of , R 3 , and R 4 are hydrogen 
and one of R 2 , R 3 , or R 4 is selected from the group 
consisting of fluoro, chloro, bromo\ methyl, or methoxy, at 
least one of R 5 , R 6 , R 7 , or R 8 must B^e other than hydrogen; 

c) when R 1 is bromo or R is metlwl, at least one of 
R 2 , R 3 , and R 4 must be other than hydroben; and 

d) no more than two of R 5 , R 6 , R 7 ,\and R 8 may be other 
than hydrogen. 



5 . A method for the treatment of ^depression in 
mammals, comprising administering to a mamma l\ in need of 
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such treatment an effective amount of a compound of 
Formula I : 




where : 

A is homopiperazine\ or a piperazine of formula: 



H 















R 8 — 4 






R s/ 
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(i) 

where : 

R is hydrogen, halo, trif luorofnethyl or C1-C5 alkyl; 
R 1 is hydrogen, halo, trif luororiae thy 1 , phenyl, or C^-Cs 
alkyl ; 

r2 , r3 # and R^ are independently frydrogen, halo, 
dihalomethyl, trif luoromethyl , 1, 1-dif luoroethy-l-yl , cyano, 
G l~ c 4 alkoxy, C1-C4 alkoxycarbonyl , C^-Cd alkyl, -C(0)NHR 9 , 
or Ci-Cs alkyl substituted with a substituent selected from 
the group consisting of halo, C1-C4 alkoxy Nand hydroxy. 

r5, r6, r7^ anc j r8 are independently hydrogen, Ci-Cs 
alkyl, phenyl, benzyl, hydroxymethyl , halomechyl, 
dihalomethyl, trihalomethyl , or benzyloxymeth} 
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\R 5 ' is hydrogen or methyl, provided that R 5 ' may be 
methylVonly when R^ is other than hydrogen; or R^ and R 5 ' , 
together^ with the carbon atom to which they are attached, 
form a cytlopropyl moiety; 

r6 ' ik hydrogen or methyl, provided that R*> ' may be 
methyl only when R^ is other than hydrogen; or R^ and R*> ' , 
together with\the carbon atom to which they are attached, 
form a cyclopropyl moiety; 

R 7 1 is hydrogen or methyl, provided that R 7 ' may be 
methyl only when V is other than hydrogen; or R 7 and R 7 1 , 
together with the fiarbon atom to which they are attached, 
form a cyclopropyl moiety; 

r8 ' is hydrogen or methyl, provided that R^ ' may be 
methyl only when R** is\ other than hydrogen; or R^ and R 8 ' , 
together with the carboft atom to which they are attached, 
form a cyclopropyl moiet] 

R^ is C1-C3 alkyl where the alkyl chain is optionally 
substituted with a substitutent selected from the group 
consisting of phenyl and pyr\dyl; 

or pharmaceutically acceptable acid addition salts 
thereof subject to the followirto provisos: 

a) when R 2 , r3 § and R^ are\ all selected from the group 
consisting of hydrogen, trif luoromethyl , cyano, C1-C4 
alkoxy, or C1-C4 alkyl, neither R^\nor R 7 may be selected 
from the group consisting of hydrogen and C^-Cg alkyl 
unless : 

1. R is halo; 
2- R 1 is halo or phenyl 

3. R 6 ' or R 7 ' is methyl; or 

4. R 5 or r8 are other than hydrogen; 

b) when R, R 1 , and two of R 2 , R 3 , an^R 4 are hydrogen 
and one of R 2 , R 3 , or R 4 is selected from the group 
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consisting of\fluoro, chloro, bromo, methyl, or methoxy, at 
least one of R^V R 6 , R 7 , or R^ must be other than hydrogen; 

c) when R 1 \s bromo or R is methyl, at least one of 
r2, r3 r an d r4 m U st\be other than hydrogen; and 

d) no more than\two of R 5 , R^, R 7 , and R** may be other 
than hydrogen. \ 

6. A method of any or\Claims 3, 4, or 5 where the 
mammal is human. \ 



